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TR R, R, afEM) . B #idEtREhLE, RE
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3. ZHRAHREN-ZERBRB LB (FMOC-OSU) £/~ T
LHRE CREF, EAAERFFHFTIEMR IHRRERFBKITHA)

B BER—FAEFSL, LTEMG XN, B2RTETER
% — A 77 20 7 N-H R BE-L- 4 A B £ 7 & A F 7 55 N-H &
BE-L-F 88 & 7= %

(1) EHH T

LR Ak E-N-AE I IR B T LB

# 4 . FMOC-OSU

CAS £: 82911-69-1

o T

4 F3: CioHisNO:s

4T E: 337.33

BHER: geRkaadalEn R, KL 147-151°C,
MAs: 2B KT 99%H B R4 &8 K.

(2) TEAF RPN T

S2 By A = R A AR A

cw BT Rk, !';‘-;H' s E.lgl %
LEOLT NaOH
CHO

FMOC-OSU ¥4 4 7= R iz 77 72 3. :

H



B he= O
OO T oy
- Bl ) iy o ] C@ ;
Cl PoE, 0- DMN}‘;

=0

) AFIZRESR

DS2 #y il &

IS4 AR EKT 15°C, A S1, mEFHEESILT,
B A4 R, A R 4 10 -4t KOS At B = E -0.08Mpa,
R R4 xR A, ERIEHNLTHREO0-0.1Mpa; HHEAEBEAT O,
R4 #HBEAEZET/NT-008Mpa; REEHFRAAERENO0, %
FHUAARKRS. AR N F B4, ST B . n )\ 0 EA %,
IR ER LB, WEARETA 4 /NEE, (REFFIRE 0-20°C, Ap T ARSRHEE 4
INEE

R R4 E TR BT Tl 48 4 41 £ 10-15°CH 10%NaOH ¥,
R, ZEMANLZRTFE, FiRSEAHEE 10-15°C, Fin
15-25°C, KR 24 /NEF. PE@ATH, BOIUE, BRAWIER, KEH

BT 60°CHEA T HE A M T Z A5 KT 0.1%.

@FMOC-0SU # A A&

BINRNR N ET%, RERNEATMN, BERKT 15°C, &
EHRFRATKE
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[/ 3000L X A2 & fm A S2, WX, FAMERTA-QLF K %
BE10°C, BA—RNEMANZ (ZAFHE) BEKE, H5F,
RABERIT N ATk, HHamg. ARER #E - (Z4FH)
BRI ERVA AT R S2 IR N 4. = (Z& F &) BB ER A R AT O
BRA) , BRI EZNYREEALT 15-20°C, & & 20 49
WER—RENEBE. MEXENEE 1 DHITEKIRERERE. | X
G2 /NBHETE 1 REWIBE . 24 /N EEUEEAD I S2 2 & KB 5% 4,
Z R B RAERT 3%/5 1% 1L KA.

FOBL 4 K Ja 16 KR & 28 k. HEHE 12 Mit. AR,

% 18 7in \ Na,COs3, HOSu, =l & W im & 15-25°C, R A 12 /MBS
Aok . 10%%k B 78 Ph & 3-4. 500kg /K ¥4 H HLE 2-3 %k, % pH5-6.
fmN 15kg E MRS 2 NEY, AERLEERBREER, BREEN
WAER P %, &EER AT, TREWEE, FTAREASL, I
i, BERKEIRE 50-60°C. WREE= @ KEME, WMAFE,
PE2/NEE, AAYH E 5°CH QIR

AR B AR ALEI AL, FIALE 60°CHET 12 NET. A,

Wt
AaE, ATEH FMOC-OSU £~ T¥nE LK 3. H 4.,
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4, N-ZREHE-BER (RTH) (Fmoc-Tyr (tBu) -OH)
EFETILRE GREFP, EEARHFFTIERMRIHRERFRKT
7%

B BER—FAEFL, LTEMG XN, BFRTEZTES
% — A 77 20 " N-H & BE-L- 4 A B £ 7 & A F 7 55 N-H &
BE-L-Fe 8L £ 7 &,

(1) EH ST

PR N-7 FAHRE-BER (RTED

¥ X 4 #: Fmoc-Tyr (tBu) -OH

CAS 5: 71989-38-3

o FEM:
o
OH
o, ,@ﬁ,ﬁ
ch—,—o “Fmoc

CH5
- F 3 CasHaoNOs
4T E: 459.53
BEAMR: aeasmEmh R, BE 145-155°C, At 22 AT
97%H B 1k 4 A K .
(2) EEAF R BT
(DTyr.OMe.HCI #| & K 5 77 42 &,

I| D
Iy il

e ..-f"*“\\f..-Jx_& s N |
j | o + CH30H rx‘ KT"J\{}cHs - HCI

- Az e o MHZ
OH
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() FEILREMAR

1. Tyr.OMe.HCI # %l %

¥ Tyr. FEE A\ R A E (R RARKEE), ## . # 4m SOC,
AR, KR REERE, ik 70-80°C, T K EE 60°CHH 2
/NEE, AR R R R, TR AR K. BRR TSR,
IREE, ’E 97%.

# Fmoc-Tyr (tBw) F[ 4T )E, BUMEBEITRAEEHE T
EEHEERTH.

2. Z-Tyr.OMe # % %

¥ AcOEt., Tyr.OMe.HCIl fm \ 50L R i 4, #i#, i A NaxCOs
7K 1000ml, fRFH# 0-50°C, #Aw Z-Cl, &% RFF 0-50°C2 /NET,
ERAEZERA, FRA 12 /MeE, ERREN T2, ERFN.

6] R Rz 2% F & Am SNHCL, 8 PHEZAE 3.0 £4, HitF EEK
M, EEEE (FREE , (REFTAE) E&A AR 2-3
KU ES, RABRY= &, RESEKE, FRERNLE, A



2 A gh K E S, Am A\ TE K 200kgNa:SO4 T, W 45 i stk
fN PET, Rfnddk, =&, . 4L md s 8, A
AcOEY/PET=1/10 K & %% & Z-Cl "5k /At 1E, T4, B0k % 80-85%,
EFF 7|, CHCly/ ¥ B=6/1,

3. Z-Tyr (tBu) Hy#|4%

5] KR4 # fim N CHoCly, $it £, 8 A\ H2SOq, 7 5 i N\ Z-Tyr.OMe.
FHREE, BAFTHE, 1LRAET, WEHEAESN 1.0-1.5 MAK
E, FimRA2-3 K,

B %&RE, BRAUREEENT —HFHRILE (HH NaOH
ABERD , ElZlis, E2HZE Z-Tyr (t1Bu) .OMe B ZTE, BMHE
ERENE, FRaEKE, KEA ACOBt#% =& FH &R, KE
A HC1 i pH 18 4.0 J5 BF A7 B ACE M £ pH2.0-3.0, % J5 140 &

A PEE K E pH E 4.0-5.0, 1 AcOEt 2 /m A\ AcOEt A< 0.2-0.3
WA (RZ8) . AHEMA, % FH NaOH i PH8.0-9.0 (/K
B, B 1-3%8 NaOH &3 Kk Z-Ty (r 8 — R KE S A 44
=) o Wt Z-Tyr (1Bu) Ta# s T (R|RDBEAT) , HEEE,
¥ Z-Tyr 5%,

P B L J5 EHT AT B KR pH £ 2.0-3.0, 18518 K%
Z pHEE 4.0-5.0, LA FUNER T Rosdr & B =& T2, UWET
-

4. Tyr (tBu) ##|%

3000L K fz 4w, #m A AcOEt/Z-Tyr (tBu) . Pb/C, A N, &
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IS5 AMKAJE, HHES o8, WEEN, BENy, W EHTSR 23
KIEHEEBR I, TLC BE, FRI T4,

¥ RR 58 2 B9 KRR € % Pb/IC, 4% AcOEt, =& EKF., A
D ACOE # 1 K #F, THF &M, WE 90%LL |k, B CHCI3/
HEE=6/1,

5. Fmoc-Tyr (tBu) Hf| &

O Tyr (tBu) A& . Fmoc-Osu. Na,CO;. AcOEt. H,O
A, 20-25°CR L.

@TLC #& &, 6 /M L& R, REWH Tyr (tBu) , Fmoc-Osu
KOBLT %

Ja AL

1) B, #7755

3N.HCI ¥ PH4.0 J5 F| B A7 58 A&, ¥ PH2.0-3.0. AcOEt #
F=dm, 1@ NaCl Ao E F 1, Jo/K NapSOs THE I H o

2) E R4 % & AcOEt, fim A\ PET, /= &% % & AT 1 » 27 Fmoc-Osu
KB R H AcOEYPET & & dm, ITHIMES 7 iklk &

3) WH &, TH.

& 90%, BITHl: @15/ FE/KLB,=20: 1: 04, ATiH

FMOC-OSU A = T ZmZELE 5. 6. 7. 8. 9,
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5. BRETAFILRE (K&, EESEHFTHETIEFR
IHRFERFRKIMHE)

B BER—FAEFSL, LTEMG XN, B2RTETER
% — A 77 20 7 N-H R BE-L- 4 A B £ 7 & A F 7 55 N-H &
BE-L-B 8% 4 4

(1) EH T

XA TRET

# X 4 #: Cimetidine

CAS 5: 51481-61-9

G- T
v o 4 oH
F )*" R e
1IN M. _
CN

CH,

AF R CioHiNeS 20 F&: 252.34

BAMF: ae®ik, w8 - MRARAK, LFLR, K&,
ERETZE, ELETER, ERABRTHRE, ERKPHE, £F
HRF Z% . R 139-144°C,

A A8 AT 99%H B4 & H o K.

(2) ZEMF RN

O4-FHE-5- [ Q-AXEZHE RFE] kL —FRLWF &

o

—=M
Ho I N el e~
- s L HMN _\__\_.:_. o -.""'\-\..___-d'"-f *-\.__\_\_NH
2

S -hif + HzNw |
e - 2HCI

QW kT 44 (N-FE-N-[2- (5-F Fofol 4 F 5 7, #]-S-
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FERARD WFE &

¥ I:.H-:
HFI‘\ 4 k\"w-"'a M f""-ﬂ\ b + 5' {j\/
1 s NHs —»
| N\'-q"x'\ ,_71 = S‘\._\_.-’J““-NfI\N

+ 2HCI NT 8" : g[]‘
O ok 2 T A & iy | &
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